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FURTHER INFORMATION CONTINUED FROM PCT/ISA/ 206 



Continuation of Box 3. 

Present claims 1-45 relate to "prodrugs" of the compounds of the present 
general formula. 

The term "prodrug" is considered to lead to a lack of clarity within the 
meaning of Article 6 PCT because this term does not comprise any 
information as regards the structure of the compounds concerned. It is 
therefore impossible to compare the said "prodrug" compounds with what 
1s set out in the prior art. The lack of clarity is such as to render a 
meaningful complete search Impossible. Consequently, the said 
"prodrugs" have not been searched. 
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This International Searching Authority found multiple (groups of) 
inventions in this international application, as follows: 



1. claims: 1-8 (all partly), 10-15 (all partly), 16, 17, 20 
(partly), 21 (partly), 22, 23 and 26-45 
(all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl group and A 
and B are phenyl ; 



2. claims: 1-4 (all partly), 8 (partly), 10-13 (partly) and 26-45 
(all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl group, A is 
phenyl, B is selected from pyridyl, pyrazinyl, pyrimidinyl 
and pyridazinyl, X is -NR4-, and M is other than formyl and 
Cl-4acyl ; 



3. claims: 1-4 (all partly), 8 (partly), 10-13 (partly), 26-29 (all 
partly) and 32-45 (all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl group, A is 
phenyl, B is selected from pyridyl, pyrazinyl, pyrimidinyl 
and pyridazinyl, and X is -NR4NR4-; 



4. claims: 1-4 (all partly), 8 (partly), 10-13 (partly), 26-29 (all 
partly) and 32-45 (all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl group, A is 
phenyl, B is selected from pyridyl, pyrazinyl, pyrimidinyl 
and pyridazinyl, and X is -S-; 



5. claims: 1-7 (all partly), 9-15 (all partly), 18, 19, 20 
(partly), 21 (partly), 24, 25 and 26-45 
(all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl group, A is 
selected from pyridyl, pyrazinyl, pyrimidinyl and 
pyridazinyl, B is phenyl, and X is -NR4- or -NR4NR4-; 



6. claims: 1-7 (all partly), 9-15 (all partly), 18, 19, 20 
(partly), 21 (partly), 24, 25, 26-29 
(all partly) and 32-45 (all 
partly); 
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the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl group, A is 
selected from pyridyl, pyrazinyl, pyrimidinyl and 
pyridazinyl, B is phenyl, and X is -S-, and M is other than 
acetyl ; 



7. claims: 1 (partly), 4-12 (all partly) and 26-45 (all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 2-(R3-CH2)-5-oxo-isoxazolin-4-yl group; 



8. claims: 1 (partly), 4-12 (all partly) and 26-45 (all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-isoxazolin-3-yl group; 



9. claims: 1 (partly), 4-12 (all partly) and 26-45 (all partly); 

the compounds of the present claim 1 wherein Het-CH2-R3 
represents a 5-(R3-CH2)-2-oxo-5H-furan-3-yl group; 



The present application lacks unity within the meaning of Rule 13 PCT for 
the following reasons: 



The document EP-A-0694543 (Dl) discloses (cf . , pages 91-94, claim 1) i.a. 
3-{ '4-(acylaminoalkyl )phenyl !-(pyridinyl/pyrazinyl/pyrimidinyl . . .etc. )}-5- 
( ami nomethyl )-2-oxo-oxazoli dines which are said to have antibacterial 
activity (see, page 2, 
lines 3-4). 

More specifically Dl discloses (see, page 83, the compounds of the 
examples 124 and 125) two compounds which are excluded from the present 
claim 1 by virtue of the present proviso (see, the last two compounds of 
the present proviso). 



The document EP-A-0352781 (D2) discloses (cf . , pages 51-54, claim 1) I.a. 
3- ' 4 ' -( acyl oxyal kyl )-4-b1 phenyl ! -5-( ami nomethyl )-2-oxo-oxazol i di ne 
derivatives (cf., the definition of X = -C(R6)(R23)-0-C(=0)-R8 according 
to claim 1 of D2) which differ from the present compounds only in that 
they are 4' -(acyl oxyal kyl )-b1 phenyl derivatives rather than 
4'-(acylaminoalkyl )- or 4 '-( acyl thloal kyl )-b1 phenyl derivatives (cf., the 
definition of the present substltuent group X). 

These compounds are also said to have antibacterial activity (see, page 
2, lines 4-6). 

More specifically, D2 discloses (see, the example 29) the compound 
N-'3-(4-(4'-(l-(2-carboxyethylcarbonyloxy)ethyll)phenyl )phenyl )-2-oxo-oxaz 
ol 1 di n-5-yl methyl ! acetamide. 
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The document WO-A-01/94342 (D4) discloses (cf., pages 163-170, claim 1) 
i.a. 

N-{ 3- ' 4-' ( acetyl thi oal kyl )pyr i dinyl !-phenyl !-2-oxo-oxazol i di n-5-yl methyl }- 
acetamide derivatives which are also said to have antibacterial activity 
(see, page 1, first paragraph). 

More specifically D4 discloses (see, page 107, the compound of the 
example 80) the compound 

N- { 3- ' 4- ' 2-( acetyl thi omethyl )pyri di n-4-yl ! -3-f 1 uorophenyl ! -2-oxo-oxazol i di 
n-5-yl methyl) -acetamide which is also excluded from the present claim 1 
by virtue of the present proviso (see, the first compound of the present 
proviso). 



In the light of DI, D2 and/or D4 the problem underlying the present 
application resides in the provision of further (alternative) 
2-oxo-oxazol i dine derivatives which are useful as antibacterial agents. 



Accordingly, the present application proposes the compounds of the 
present claim 1 in order to solve the given problem. 



The only structural feature discernible which is common to all of the 
compounds of the present claim 1 is the 

3 (or 4) - ' (-C(=W)-X-(Cl-6alkylene)-)A - B ! - 5 (or 2) 
- ( -CH2- ) - Het 

moiety (wherein W, X, A, B and Het are as defined in the present claim 
1). 



The documents DI and D4, however, already teach compounds comprising the 
said 

3 - ' (-C(=W)-X-(Cl-6alkylene)-)A - B ! - 5 - ( -CH2- ) - Het moiety 
(cf., (1) the compounds of the examples 124 and 125 of DI and (1i) the 
compound of the example 80 of D4) for the same use (antibacterial) as the 
compounds of the present application. 



As the only structural feature which is common to all of the present 
compounds (i.e., the 3 - ' (-C(=W)-X-(Cl-6alkylene)-)A - B ! - 5 - ( 
-CH2- ) - Het group) is not novel (cf . , DI and D4), it cannot represent 
the "special technical feature" within the meaning of Rules 13.1 and 13.2 
PCT. 



The present application thus relates to different solutions to the given 
technical problem (i.e., the provision of further 2-oxo-oxazol 1 dine 
derivatives which are useful as antibacterial agents) which are not 
linked by a single general inventive concept as set forth in Rule 13 
PCT). 



Hence the International Searching Authority considers that the following 
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nine separate inventions / groups of inventions are not so linked as to 
form a single general inventive concept: 

1. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-oxazol idin-3-yl 

group, and 

A and B are phenyl , 
which differ from 

(i) the prior art Dl (cf., the compounds of the examples 124 
and 125) only 1n that the substituent group B is a phenyl group rather 
than a pyridinyl group, and 

(11) the prior art D2 (cf . , e.g. the compound of the examples 
29) only in that they are 4'-(acylaminoalkyl )- or 
4 '-( acyl thi oal kyl )-bi phenyl derivatives rather than 
4'-(acyloxyalkyl )-bi phenyl derivatives 

(cf., the present claims 1-8 (all partly), 10-15 (all partly), 16, 
17, 20 (partly), 21 (partly), 22, 23, and 26-45 (all partly)); 



2. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-oxazol 1din-3-yl 

group, 

A is phenyl, B is selected from pyridyl, pyrazinyl, 
pyrimidinyl and pyridazinyl , 
X Is -NR4-, and 

M is other than formyl and Cl-4acyl 
which differ from the specific compounds of their closest prior art 
Dl (cf., the compounds of the examples 124 and 125) only in that the 
present substituent group H is other than formyl and Cl-4acyl (cf., the 
present claims 1-4 (all partly), 8 (partly), 10-13 (all partly), and 
26-45 (all partly)); 



3. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl 

group, 

A 1s phenyl, B is selected from pyridyl, pyrazinyl, 
pyrimidinyl and pyridazinyl , and 
X is -NR4NR4-, 

which differ from their closest prior art Dl (cf., the compounds of 
the examples 124 and 125) only in that the substituent group X is a 
-NR4NR4- group rather than a -NR4- group (cf., the present claims 1-4 
(all partly), 8 (partly), 10-13 (all partly), 26-29 (all partly), and 
32-45 (all partly)); 



4. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-oxazolidin-3-yl 

group, 

A is phenyl, B 1s selected from pyridyl, pyrazinyl, 
pyrimidinyl and pyridazinyl, and 
X 1s -S-, 

which differ from their closest prior art Dl (cf., the compounds of 
the examples 124 and 125) only 1n that the substituent group X is -S- 
rather than -NR4- (cf., the present claims 1-4 (all partly), 8 (partly), 
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10-13 (all partly), 26-29 (all partly), and 32-45 (all partly)); 



5. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-oxazol idin-3-yl 

group, 

A is selected from pyridyl, pyrazlnyl, pyrimidinyl and 
pyridazinyl, B is phenyl, and 

X is -NR4- or -NR4NR4-, 
which differ from their closest prior art D4 (cf., the compounds of 
the examples 63 and 80) only in that the substituent group X is -NR4- or 
-NR4NR4- rather than -0- (cf., the example 63 of D4) or -S- (cf., the 
example 80 of D4) (cf . , the present claims 1-7 (all partly), 9-15 (all 
partly), 18, 19, 20 (partly), 21 (partly), 24, 25, and 26-45 (all 
partly)); 

6. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-oxazol idin-3-yl 

group, 

A is selected from pyridyl, pyrazinyl, pyrimidinyl and 
pyridazinyl, B is phenyl, and 

X is -S-, and 

M is other than acetyl, 
which differ from their closest prior art D4 (cf., the compound of 
the example 80) only in that the present substituent group M is other 
than acetyl (cf., the present claims 1-7 (all partly), 9-15 (all partly), 
18, 19, 20 (partly), 21 (partly), 24, 25, 26-29 (all partly), and 32-45 
(all partly)); 



7. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 2-(R3-CH2)-5-oxo-isoxazol in-4-yl 

group, 

which differ from the prior art 01, D2 and D4 essentially in that 
they are 5-oxo-isoxazoline derivatives rather than 2-oxo-oxazolidine 
derivatives (cf., the present claims 1 (partly), 4-12 (all partly), and 
26-45 (all partly)); 



8. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-isoxazol in-3-yl group, 
which differ from the prior art Dl, D2 and D4 essentially in that 
they are isoxazoline derivatives rather than 2-oxo-oxazolidine 
derivatives (cf., the present claims 1 (partly), 4-12 (all partly), and 
26-45 (all partly)); 



9. the compounds of the present claim 1 wherein 

Het-CH2-R3 represents a 5-(R3-CH2)-2-oxo-5H-furan-3-yl group, 
which differ from the prior art Dl, D2 and D4 essentially in that 
they are 2-oxo-furan derivatives rather than 2-oxo-oxazolidine 
derivatives (cf., the present claims 1 (partly), 4-12 (all partly), and 
26-45 (all partly)); 
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The different inventions / groups of inventions were formulated in the 
order chosen by the Applicant. 
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